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What is claimed is: 



10 



1 . A spmpound according to formula (I) 



wherein 



PCTAJS97/13875 




, or 



15 



R 2 is H, Ci_$alkyl. C3_6CycIoalky!-C()-6aikyl, Ar-G^)_ 6 alky], Het-C 0 -6alkyl, 
R 5 C(0)-, R 5 C(S)-. R 5 S0 2 -. R 5 OC(0)-, r5r'NC(0)-, R 5 R'NC(S)-, adamantyl-C(O)-. or 



R 3 



R" is H, C^alkyl, Ar-C()-6alkyl. or Het-C 0 _ 6 alkyl; 
20 R'" is H, Ci.galkyl v C3_6cydoalkyl-C 0 -6 a lM. Ar-C 0 -6 alk y^ or ftet-C 0 _ 6 alkyl; 

each R 3 independently is H, C 2 -6alkenyl, C 2 -6alkynyl, Het, Ar or Chalky! 
optionally substituted by OR\ SR\ NR' 2 , RNC(0)OR 5 , C0 2 R\ C0 2 NR' 2 , N(^=NH)NH 2 , 
Het or Ar; 
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R 4 is H, C|. 6 alkyl, C 3 _ 6 cycloalkyl-Co. 6 alkyl. Ar-C 0 . o alkyl, Het-C 0 . 6 alkyl. 
R5QbK R 5 C(S)-, R 5 S0 2 -. R 5 OC(0)-, r5r'NC(0)-, R5R'NC(S)-. R'HNCH(R')C(0)-. or 
R50C(0)fo^H(R , )C(0)- ; 

each R^Hndependenily is C3_ 0 cyc]oalkyl-Co-6alkyl. Ar-Co-6alkyl. Het-Cy^alkyl, 
Ar-Co_6a>koxy, HeUS^» galkoxy, or Chalky I optionally substituted by OR', SR\ NR' 2 . 
R'NC(0)OR 5 . C0 2 R'. cb^R'2. N(C=NH)NH 2 , Het or Ar; 



P 1 ' . - 

„ R 6 is H, C^alkyl. Ar^n.6alkyl, or Het-C 0 -6 a IM and R? is H « Chalky I, C 3 _ 



6 cycloalkyi-C 0 .6a1kyl, Ar-C 0 .6alkKHet-C 0 .6alkyU R 5 C(OK R 5 C(SX R 5 S0 2 -, 
* R50C(0)-, R 5 R'NC(OH R^NC(SK^NCH(RX(0)-, or R 5 OC(0)NR , CH(R , )C(0)- 
10 or R^ and R 7 are connected to form a pyrrolidine, a piperidine, or a morpholine ring; 

each R' independently is H, Cj.^alkyi, AKC()-6alkyI, or Het-Co-6 alk y l i 
R* is H, Ci_ 6 alkyl f C3. 6 cycloa]kyl-Co_6alkyK N Ar-C 0 .6 alk y 1 ^ or Hct-C 0 -6alkyl; 
Y is a single bond or O; 
each Z independently is CO or CH2; and 
15 n isO, 1, or 2; 

or a pharmaceutical ly acceptable salt thereof. 

2. A compound according to claim 1 wherein R 1 is 



20 



R 4 ' 




R 3 



3. A compound according to claim 2 wherein R 4 is R 5 C(OK R 5 S0 2 -, 
R 5 OC(OX 

25 4. A compound according to claim 3 wherein R 5 in said R 1 group is 

Ar-Co^a^y 1 or Het-C()-6alkyl. 

5. A compound according to claim 4 wherein R 5 in said R 1 group is phenyl or 
benzyl which are unsubstituted or substituted by one or two of the group consisting of CI, 
30 Br, F. CF 3 , C]. 4 alkyU OH f C|_4alkoxy, CN, CONH 2 , NH 2 , or N0 2 , or substituted by 
methylenedioxy; or 
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6. A compound according to claim 2 wherein, in said R' group, R' is H or 
CH3 and R 3 is i-butyl. 



7. 




8. A compound according to claim 1 wherein R2 is 
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9. A compound according to claim 8 wherein R 7 is R^OC(O)-. 

10. A compound according to claim 9 wherein R^ i n said R 7 group is 
Ar-Co-6 a, M or Het-Co^alkyl. 

1L A compound according to claim 10 wherein R 5 in said R 7 group is phenyl 
or benzyl which are unsubstituted or substituted by one or two of the group consisting of 
CI, Br, F, CF 3> C|. 4 alkyl f OH t C|_ 4 alkoxy, CN. CONH 2 , NH 2 , or N0 2 , or substituted by 
methylenedioxy; or 2-, 3-, or 4-pyridyl-CH 2 -. 




A compound according to claim 8 wherein, in said R 2 group, R 6 is H or 



CH3 and R 3 is i-butyi. 



14. A compound according\o claim I wherein R 2 is Ar-CQ_ 6 alkyl t 

Het-Co^alkyl^^cycloalkyl-Co-ea^yl/X^O^ 31 ^ 1 * Het-C 0 _6alkyl, R 5 C(0)-, R 5 C(S)-, 
R 5 S0 2 -, R 5 OC(OK R^R'NCCO)-, R 5 R'NC(M R'HNCHCR^QO)-, 
R 5 OC(0)NR , CH(R , )C(0)-, adamantyl-C(O).. \ 



15. A compound according to claim I wherein A is C(O). 

16. A compound according to claim 1 which is: 

(3RS T 4RS)-4-[[N°-(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-pyrrolidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-pyrrolidinonc; 
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4-[[N a -(benzyloxycarbonyl)-L-!eucinyI]amino]-1-|4-(phenoxybenzamide)]-3- 
pynrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyI)-L-IeucinyI]amino]-l-[4- 

(biphcnylethanoyl)]-3-pyrrolidinol; 
5 4-[[N tt -(benzyloxycarbonyl)-L-ieucinyllamino]-l-[4-(biphenylethanoyl)]-3- 

pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyioxycarbonyl)-L-]eucinyl lamino]- 1 -[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminomethyilpentanoyl]-3-pyrrolidinol; 

4-l[N a -(benzy]oxycarbonyl)-L-Ieucinyl]amino]-l-[(2S)-4-methyl-2- 
10 [f(benzyloxycarbonyI)]aminomethyl]pentanoy!]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyl]aminol-l-I(2S)-4-methyl-2- 
[[(tert-butoxyoxycarbonyI)]aminomethyl]pentanoyI]-3-pyrrolid!nol; 

4-[[N a -(benzyloxycarbonyI)-L-leucinyI]amino]-l-[(2S)-4-methyt-2-[f(tert- 
butoxyoxycarbonyl)laminomethyl]pentanoyI]-3-pyrrolidinonone; 
15 4-[[N a -(benzyloxycarbonyl)-L-leucinylJamino]-l-[(2S)-4-methyl-2- 

(amtnomethyl)pentanoyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino1-l-tert-butoxycarbonyl-3- 

pyrrolidinone; 

4-[[N a -(benzyIoxycarbonyl)-L-leucinyI]amino]-3-pyrroIidinone; 
20 4-[[N a -(benzyloxycarbonyI)-L-leucinyl]amino]-l-[(2S)-4-methy]-2-[[(N-tert- 
butoxycarbonyl)ethanoyl]aminomethyl]pentanoyl]-3-pyrrolidmone; 

4_[[N a -(benzyloxycarbonyI)-L-leuciny1 lamino]- l-f(2S)-4-methyl-2- 
[(ethanoyl)aminomethyl]pentanoyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[fN a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyN 

25 [[(tert-butoxycarbonyl)]amino]pentanoyI]-3-pyrrolidinoI; 
4-[[N a -(benzyloxycarbonyl)-^ 
butoxycarbonyl)]amino]pentanoyl]-3-pyrroIidinone; 

(3RS,4RS)-4-l[NMbenzyloxycarbony)-L-leuciny]]amino]-l-[(2R)-4-methyI-2- 

[|(benzyloxycarbony[)]amino]pentanoyl]-3-pyrroIidinol; 
30 4-[fN a -(benzyloxycarbony)-L-Ieucinyl]amino]-l-[(2R)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[fN a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[2- 
[(benzyloxycarbonyl)amino]ethanoyl]-3-pyrrolidinonol; 

4-t[[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-I-[2- 
35 [(benzyloxycarbonyl)amino]ethanoyl]-3-pyrrolidinonone; 

(3RS.4RS)-4-[[N a -(benzyloxycarbony)-L-leucinyl]amino]-l-[(2S)-3-tert-butoxy- 
[[(benzyIoxycarbonyl)]amino]propanoyl]-3-pyrrolidtnol; 
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(3RS t 4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-l-[(2S)-2- 
[[(benzyloxycarbonyl)laminolpropanoyl1-3-pyrrolidinol; 

4-[[N a -(benzyloxycarbony)-L-leucinylJamino]- 1 -[(2SV2- 
[[(benzy!oxycarbonyl)]amino]propanoyl]-3-pyrrolidinone; 
5 (3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]- 1 - 

[cyclohexanepropanoylJ-3-pyrrolidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-|cyclohe\anepropanoylJ-3- 

pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-Ieucinyl)aminol-1-[(2S)-4-methy]-2- 
10 [l(4-pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrroIidinol; 

4-[[N a -(benzyioxycarbonyl)-L-leucinyl]amino]-]-[(2S).4-methyl-2-fI(4- 
pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 

(3RS t 4RS)-4^[N"-(benzyloxycarbony])-L-lcucinyl]amirio]-l-[(2S)-4-methyl-2- 

[[(2-pyridinylmethoxycarbonyl)|amino]pentanoyl]-3-pyrrolidinol; 
15 4-[[N a -(benzyloxycarbony])-L-leucinyl]arnino]-l-l(2S)-4-meihyl-2-f[(2- 
pyridinylmethoxycarbony])]amino]pentanoyl]-3-pyrrolidinone; 

(3RS t 4RS)-4-[[N"-(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(3-pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinol; 

4-[fN a -(benzyloxycarbonyO-L-leucinyl]amino]-1-I(2S)-4-methyl-2-||(3- 
20 pyridinylmethoxycarbonyi)]amino]pentanoyl]-3-pyrroHdinonc; 

(3RS,4RS)-4-[[N a -(bcnzyloxycarbonyl)-L-ieuciny]]amino|-l-(2-pyridy]carbonyl)- 

3-pyrrolidinol; 

4-t(N a -(benzyloxycarbony])-L-leucinyllamino]-l-(2-pyridylcarbonyl)-3- 
pyrrolidinone; 

25 (3RS ( 4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinylJaminol-l-|(2S)-4-rnethyl-2- 
[[(benzyIoxycarbonyl)]amino]pentanoyl]-3-piperidino]; 

4-[[N a -(benzyloxycarbonyl)-L-Ieucinyl]aminol-l-l(2S)-4-methyU2- 
[[(benzyloxycarbonyl)lamtnolpentanoyl]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(bcnzyloxycarbonyl)-L-leucinyl)aminol-l-l4- 

30 (biphenyl)ethanoyl]- 3-piperidinol; 

4-[[N a -(bcnzyloxycarbony])-L-leucinyl]amino]-l-[4-(biphenyl)ethanoyl]-3- 

piperidinone; 

(3RS.4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminomethyllpentanoyl]-3-pipendinol; 
35 4-[[N a -(benzyIoxycarbonyl)-L-Ieucinyllamino]-l-[(2S)-4-methyl-2- 
fr(benzyloxycarbonyl)laminomethynpentanoyl]-3-piperidinone; 
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4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-tert-butoxycarbonyI-3- 
piperidinone; 

(3RS,4RS)-4-[ fN°-(benzyloxycarbonyl)-L-leucinyi|amino]- 1 -[2- 
[[(benzyloxycarbonyI)liso-butylaminoJethanoyl]-3-piperidinol; 
5 4-[fN a -(benzyloxycarbonyi)-L-leucinyI]amino]-1-f2-[[(benzyIoxycarbonyI)]iso- 
butylamino]ethanoyl]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(benzy!oxycarbonyl)-L-!eucinyI]amtnoJ-l-[2-[(tert- 
butoxycarbonyl)amino]ethanoyl]-3-piperidinol; 

4-[[N a -(benzyioxycarbony I)-L-leuciny l]amino]- 1 -[2-[(tert- 
1 0 butoxycarbonyl)amino]ethanoy l]-3-piperidinone; 

4-[[N a -(benzyloxycarbony1)-L-leucinyl]aminoM-[2-(amino)ethanoyI]-3- 
pipcridinone; 

(3RS,4RS)-4-[fN a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-(4-methylpentanoyl)- 
3-pipcridinol; 

15 4-[[N a -(benzyloxycarbonyI)-L-leucinyI]amino]-I-(4-methylpentanoyl)-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(benzyIoxycarbonyI)-L-leucinyl]aminoJ- l-(benzoy!)-3- 
piperidinol; 

4-[[N a -(benzy!oxycarbonyl)-L-leucinyl]amino]-l-(benzoyl)-3-piperidinone; 
20 (3RS,4RS)-4-[ [N°-(benzyloxycarbonyl)-L-leucinyI]amino]- 1 -(acety l)-3- 

piperidinol; 

4-([N a -(benzyIoxycarbonyI)-L-leucinyl]amino]-I-(acetyl)-3-piperidinone; 
(3RS,4RS)-4-[[N^(benzyloxycarbonyI)-L-leucinyl]amino]- l-(2-pyridoxyacetyi)-3- 
piperidinol; 

25 4-[[N a -(benzy loxycarbonyl)-L-leucinyl]amino]- 1 -(2-pyridoxyacetyl)-3- 

piperidinone; 

(3RS,4RS)-4-[[N°-(benzyIoxycarbonyl)-L-IeucinyI]amino]- ] -[2- 
[(benzyloxycarbonyl)methylamino]ethanoyl]-3-piperidinol; 

4-[fN a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[2- 
30 [(benzyloxycarbonyl)methyJamino]ethanoyI]-3-pipcridinone; 

(3RS,4RS)-4-[[N°-(benzyloxycarbony)-L-leucinyl]amino]- 1 - 
[3-(2-pyridyl)phenylacety])]-3-piperidinol; 

4-[[N a -(benzyloxycarbony)-L-leucinyl]amino]-l-[3-(2-pyridyl)phenylacetyl)]-3- 
piperidinone; 

35 (3RS,4RS)-4-[[N a -(benzyIoxycarbony!)-L-leucinyl]amtno]-l-f2- 
|(benzyloxycarbonyl)methylamino]ethanoyl]-3-pyrroIidinol; 
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4-[[N a -(benzyloxycarbonyl)-L-leucinylJamino]-l-[2- 
[(benzyloxycarbonyl)methy!aminoJethanoylJ-3-pyrrolidinone; 

(3RS f 4RS)-4-[[N a -(bcnzyloxycarbonyi)-L-leucinyl]amino|-l-|2- 

(phenoxy)ethanoyl]-3-pyrrolidinol; 
5 4-([N a -(benzyloxycarbonyl)-L-leucinyl|aminoJ-l-[2-(phenoxy)ethanoy1]-3- 

pyrrolidinone; 

(3RS t 4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyI]aminol-l- 

[(2-phenyl)ethanoyll-3-pyrrolidinol; 

4-[[fN a -(4-pyrid*mylmethoxycarbonyI)-L-leucinyl|aminol-l-l(2-phenyl)ethanoyll- 

10 3-pyrrolidinone; 

(3RS t 4RS)-44[N a -(4-pyridinylmethoxycarbony)-L-leucinyl]amino]-I-ethanoyl-3- 

pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbony)-L-leucinylJamino]-l-ethanoyl-3- 
pyrrolidinone; 

15 (3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl|amino]-]- 

(4-cyanobenzoyl)-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyIlamino]-l-(4-cyanobenzoy])-3- 

pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]aminol-l- 

20 tert-buioxycarbonyl-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-tert-butoxycarbonyl-3 

pyrrolidinone; 

(3RS f 4RS)-4-[[N a -3-pyridiny!methoxycarbonyl)-L-leucinyl]amino]-i- 

tert-butoxycarbonyl-3-pyrrolidinol; 
25 4-[[N a -(3-pyridinylmethoxycarbonyl)-L-leucinyl]amino}-l-tert-butoxycarbonyl-3- 

pyrrolidinone; 

4-[[N a -(3-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3-pyrroIidinone; 
4-[[N ot -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
(3RS»4RSM-[fN a -(2-pyridinylmethoxycarbonyl)-L-leucinyllamino]-l-[(2S)-4- 
30 methyl-2-[I(benzyioxycarbonyl)]aminomethyl]pentanoyl]-3-pyrrolidinone; 

4-[[N a idinylmethoxycarbonyl)-L-leucinyl]amino|-1-l(2S)-4-methyi-2- 

[l(benzyloxycarbonyl)]aminomethyllpentanoyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyllamino]-l-[(2S)-4- 

methyl-2-[[(4-pyridinylmethoxycarbonyi)]amino]pentanoyll-3-pyrrolidinol; 
35 4-[[N a -(4-pyridinylmethoxyca^ 

pyridinyImethoxycarbonyI)lamino]pentanoyl]-3-pyrrolidinone; 
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(3RS l 4RS)-4-[rN a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]- 1 -[(2S)-4- 
methyl-2-[[(benzyloxycarbonyl)]aminoniethyI]pentanoyl]-3-pyrrolidinol; 

4-[[N a -(4-pyridinyImethoxycarbonyI)-L-Ieucinyl]amino)-1-[(2S)-4-methyl-2- 
f[(benzyloxycarbonyl)Jaminomethyl]pentanoyI]-3-pyrrolidinone; 
5 (3RS,4RS)-4-[[N a -(3-isoquinolinecarbonyI)-L-leuciny!]amino]-]-[(2S)-4-mcth^ 
2-[r(benzyIoxycarbonyI)]amino]pentyl]-3-pynrolidinol; 

4-[[N a -(3-isoquinoIinecarbonyl)-L-leucinyI]amino]-i-[(2S)-4-methyl-2- 
[|(benzyloxycarbonyI))amino]pentylJ-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-pyridiny!methoxycarbonyl)-L-leuciny]]amino]-1- 
10 | l-(adamantyI)carbonyl]-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-[]- 
(adamantyl)carbonylJ-3-pyrroIidinone; 

(3RS,4RS)-4-f[N a -(benzy]oxycarbonyl)-L-leucinyl]amino]-l-(4-methyl- 
pentanoyl)-3-pyrro!idinol; 

15 4-f[N a -(benzyloxycarbonyl)-L-ieucinyiJamino]-l-(4-methyl-pentanoyl)-3- 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzy]oxycarbonyI)-D-leucinyl]amino]-I-[(2S)-4-methy]-2- 
[((benzyIoxycarbonyl)lamino]pentanoy!l-3-piperidinol; 

4-[[N a -{benzyloxycarbony])-D-leucinyl]aminoJ-l-[(2S)-4-methyl-2- 
20 [[(benzyloxycarbonyI)]amino]pentanoyI]-3-piperidinone; 

(3RS 1 4RS)-4-[[N a -(tert-butoxycarbonyI)-L-leucinyI]amino]-l-[(2S)-4-methyl-^ 
[[(benzyloxycarbonyl)Jamino]pentanoy!]-3-piperidinol; 

4-[[N a -(tert-butoxycarbony!)-L-leucinyl]amino]-l-[(2S)-4-methyI-2- 
r[(benzyloxycarbonyI)lamino]pentanoyI]-3-piperidinonc 
25 (3RS.4RS)-4-[[N a -(benzyloxycarbonyI>N f -(tert-butoxycarbonyl)-L-lysi nejamino]- 

I- l(2S)-4-methyl-2-[[(benzy1oxycarbonyl)Jamino]pentanoyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbonyl)-N c -(tert-butoxycarbonyl)-L-lysine]aminoJ-l- 
[(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

(3RS t 4RS)-4-[[N a .(4-pyridinylmethoxycarbonyI)-L-Ieucinyl]amino]-l- 
30 ten-butoxy carbony I -3- pi peridi nol ; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leuciny!)amino]-l-tert-butoxycarbonyl-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbony 1)-L*leuciny ljamino]- 1 - (4- 
methy1pentanoyI)-3-piperidinoI; 

35 4-[[N a -(4-pyridinyimethoxycait»onyl)-L-Ieucinyl]amino]-I-(4-methylpentanoyl)0 
piperidinone; 



- 143- 



WO 98/05336 



PCT/US97/13875 



(3RS,4RS)-4-[fN a -(4rpyridinylmethoxycarbonyl)-L-leucinyl)amino]-I-[2- 
(benzyIoxycarbonyl)]jso-butyIamino]ethanoyI]-3-piperidinol; 

4-[rN a -(4-pyridinylmethoxycarbonyI)-L-leucinyl]amino]-l-[2- 
(benzyloxycarbonyl)]iso-butylaminoJethanoyll-3-pipcridinonc; 
5 (3RS,4RS)-4-[fN-2-(benzyloxycarbonyl)]iso-butylamino]ethanoyl]- 1- 

[(2S)-4"inethyl-2-f[(benzyloxycarbonyl)]aminoJpcntanoyl]-3-piperidinol; 

4-[[N-2-(benzyloxycarbonyl)]iso-butylamino]ethanoyn-!-[(2S)-4-methyl-2- 
[f(benzyloxycarbonyl)]amino]pentanoyI]-3-piperidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-(methanesulphony])- 
10 3-piperidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-l-(rnethanesulphonyl)-3- 
piperidinone; 

(3RS,4RS)-4-[fN a -(benzyIoxycarbonyl)-L-leucinyI]aminoJ-I-(phenylsulphonyI)-3- 
piperidinol; 

1 5 4-[[N a -(benzy ioxycarbonyl)-L-leucinyl]amino]- 1 -(phenylsulphony l)-3- 

piperidinone; 

(3RS,4RS)^-[[N a -(4-pyridinylmethoxycarbonyl)-L-leLicinyl]aminol-1-(8- 
quinolinesulphonyl)-3-pyrrolidinoI; 

4-[fN a -(4-pyridinylmethoxycarbonyl)-L-Ieucinyl]amino]- l-(8-quino!inesuIphonyl)- 
20 3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyI]amino]-1 - 
(2-pyridylsulphonyl)-3-pyrrolidinone; 

4-ffN a -(4-pyridinylmethoxycarbonyI)-L-leuciny!]amino]- l-(2-pyridylsulphonyl)-3- 
pyrrolidinone; 

25 (3RS.4RS)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyi]amino]-l- 
[(2-propoxy)carbonyl]-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l- 
[(2-propoxy)carbonyl]-3-pyrrolidinone; 

(3RS 1 4RS)-^[[N a -(4-pyridinylmethoxycarbony!)-L-leucinyl]amino)- 1 -f(3-methy- 
30 1 -propoxy)carbonyl]-3-pyrrolidinol; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leuciny I]amino]- 1 -[(3-methy 1- 1 - 
propoxy)carbonyl]-3-pyrrolidinone; 

(3RS t 4RS)-4-[[N a -(benzyloxycarbonyl)-L-]eucinyI)amino]- 1 - 
[(4-phenoxy)phcnylsulphonyl]-3-pyrrolidinol; 
35 4-[fN a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(4-phenoxy)pheny1sulphonyl]-3- 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-leuctnyl]amino|- 1 - 
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[(4-phenoxy)phenyIsulphonyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leuciny !]amino]- 1 - 
[(4-phenoxy)phenylsuIphonyI]-3-piperidinone; 

(3RS.4RS)-4-[[N a -(3,4-dichlorobenzoyl)-L-leucinyl]amino1-l-[(2S)-4-methyl-2- 
5 [[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-[[N a -(3,4-dichlorobenzoyl)-L-leuciny]]amino]- 1 -[(2S)-4-methy 1-2- 
ff(benzy]oxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS ( 4RS)^-[fN a -(6-quinolinccarbonyl)-L-leucinyl]amino]-I-[(2S)-4-methy]-2- 
[[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinol; 
1 0 4-[[N a -(6-quinolinecarbony!)-L-leucinyl]amino]- 1 -[(2S)-4-methyl-2- 

[[(benzyloxycarbonyl)]aminolpentyI]-3-pyrrolidinone; 

(3RS,4RS)-4-K2-dibenzofuransuIphonyl)amino]-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)]amino]pentanoy1]-3-pyrrolidinol; 

4-[(2-dibenzofuransulphonyI)amino]-l-[(2S)-4-methyl-2- 
15 [[(benzyioxycarbonyl)]aminolpentanoyl]-3-pyrroIidinone; 

(3RS f 4RS)-4-[(2-dibenzofuransulphonyl)amino]-1-I(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)]methylamino]pentanoyl]-3-pyrroIidinol; 

4-[(2-dibenzofuransuIphonyI)amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyI)]methyIamino]pentanoyl]-3-pyrroIidinone; 
20 (3RS,4RSM-[rN a -(benzyIoxycarbonyI)-L-Ieucinyl]aminol-l-(4-methylpentyl)-3- 
piperidinol; 

4-[[N a -(benzyloxycarbonyI)-L-leucinyI]amino]-l-(4-methylpentyl)-3-pipendinone; 
(3RS,4RS)-4-t[N a -(2-pyridylcarbonyl)-L-leucinyl]amino]-l-(4-methyIpentyl)-3- 
piperidinol; 

25 4-[[N a -(2-pyridylcarbonyl)-L-leucinyl]amino]-l-(4-methylpentyl)-3-piperidinone; 

(3RS,4RS)-4-[[N a K3-chlorobenzoyl)-L-leucinyI]aminol-l-(4-methyIpentyl)-3- 
piperidinol; 

4-[[N a -(3-chlorobcnzoyi)-L-leucinyl]amino]-I-(4-methylpentyl)-3-piperidinone; 
(3RS,4RS)^-[[N a -(2-quinolinecarbonyl)-L-leucinyl]amino]-l-(4-methylpentyI)0- 
30 piperidinol; 

4-[fN a -(2-quinolinecarbonyl)-L-leucinyl]amino]- 1 -(4-methylpentyl)-3- 
piperidinone; 

(3RS > 4RS)-4-[[N a -(3,4-dichlorobenzoyl)-L-Ieucinyl]amino]-l-(4-methylpenty1)-3- 
piperidinol; 

35 4-[[N a -(3 t 4-dich!orobcnzoyl)-L-leucinyl]amino]-l-(4-methylpentyl)-3- 
piperidinone; 
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(3RS,4RS)-4-[[N a -(8-quinolinecarconyl)-L-leucinyI]amino]-l-(4-methylpentyl) 

piperidinol; 

4-[[N a -(8-quinolinecarbo^ 

(3RS,4RS)-4-llN a -(3-isoquinolinecarbonyl)4.-lcucinyl]amino]-l-(4-methylpentyl)- 

5 3-piperidinol; 

4-[(N a K3-iscKjuinolinecarbonyl)-L-leucinyl]aminol-l-(4-methylpenly!)-3- 

piperidinone; 

(3RS,4RS)-4-[[N a -(2-pyridinylrnethoxycarbonyl)-L-leucinyl]aminoI-1- 

(4-methyIpentyl)-3-piperidinol; 
10 4-[[N a -(2-pyridinylmethoxycarbonyl)-L-Ieucinyl]amino]-l-(4-methylpentyl)-3- 

piperidinone; 

(3RS,4RS)-4-[[N a -(acetyl)-L4eucinynamino]-l-(4-methylpentyl)-3-piperidinoI; 

4-[[N a -(acetyI)-L-leucinyl]amino]-l-(4-methyIpenty1)-3-piperidinone; 

(3RS t 4RS)^-nN a <p-trinuoromethylbenzenesutphonyl)-L-!eucinyl]amino]-l-(4- 

15 methylpentyl)-3-piperidinoI; 

4-[[N a -(p-lrifluoromethylbenzenesulphonyl)-L-leucinyl)amino]-l-(4- 

methylpentyl)-3-piperidinone; 

(3RS,4RS)-4-[[N a -(6-quinolinecarbonyI)-L-leucinyl]aminol-l-(4-methylpentyl)-3- 

piperidinol; 

20 4^[N a -(6-quinolinecarbonyl)-L-leucinyllamino]-l-(4-mcthylpentyl)-3- 
piperidinone; 

(3RS,4RS)-4-[[2-(RSH3-biphenyl)-4-methyl)amino]pentanoyl]-l-{4- 

methylpentyl)-3-piperidinol; 

4-[[2-(RS)-[(3-biphenyl)-4-mcthyl]amino]pentanoyl]-I-(4-methylpenty1)-3- 

25 piperidinone; 

(3RS,4RS)-4-[[N a -(benzyloxycarbonyl)-L-)eucinyl]amino]-1-[2- 

[(benzyloxycarbonyl)methylaminolethyl]-3-piperidinol; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]- 1 - 

f2-[(benzyloxycarbonyl)methylamino]ethyll-3-piperidinone; 

30 (SRS^RSM-ltN^a-toIuenesulphony l)-L-leucinyl]amino]- 1 - 

[3-(2-pyridyI)phenylacetyl)]-3-piperidinol; 

4-[[N a -(a-toluenesulphonyI)-L-leucinyI]amino|-l-[3-(2-pyridyl)phenylacetyl)l-3- 

piperidinone; 

(3RS,4RS)-4-[[N a -(2-naphthylcarbonyl)-L-leucinyl]amino|-l- 

35 [3-(2-pyridyl)phenyIacetyl)]-3-piperidinone; 

4-[[N a -(2-naphthylcarbonyl)-L-leucinylJamino]-l-l3-(2-pyridyl)phenylacety])l-3^ 

piperidinone; 
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(3RS,4RS)-4-[[N a -(benzensulphonyl)-L-leuciny Hamino]- 1 - 

[3-(2-pyridyl)phenylacetyI)]-3-pipendinol; 

4-[[N a -(benzensulphonyl)-L-leucinyI]amino]-l-[3-(2-pyridyl)phenylacety])]-3- 

piperidinone; 

5 (3RS.4RS)-4-[[N a -(3-isoquinolinecarbonyl)-L-Ieucinyllaminol-l- 
[3-(2-pyridyl)phenylacetyl)]-3-piperidinol; 

4-|[N a -(3-isoquinolinecarbo^ 
3-piperidinone; 

(3RS,4RS)-4-[3-[(2-pyridyl)phenylacetyI)]amino]-l-[(2S)-4-methyI-2- 
10 ([(benzyloxycarbonyl)]amino]penlanoyl]-3-piperidinoI; 

4-[3-[(2-pyridyi)phenylacetyl)]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

(3RS,4RS)-4-[3-[(2-pyridyJ)phenylacety l)]amino]- 1 - [(2S)-4-methy l-2-[ [(2- 
pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-piperidinol; 
15 4-[3-[(2-pyridyl)phenylacetyl)lamino]-l-[(2S)-4-methyI-2-[[2- 
(pyridinylmethoxycarbonyl)lamino]pentanoyl]-3-piperidinone; 

(3RS,4RSM-([N a -(2-phenylacetyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 

[[(benzyloxycarbonyl)]aminoJpentyl]-3-pyrroIidinol; 

4-[[N a -(2-phenylacctyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
20 ff(benzyloxycarbonyI)]amino]pentyl]-3-pyrroIidinone; 

4-[[N°-(tert-butoxyoxycarbonyl)-L-leucinyl]aminoJ-J-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)lamino]pentyl]-3-pyrrolidinone; 

4-[(L-Ieucinyl)amino]-l-[(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentyl]-3- 

pyrrolidinone; 

25 (3RS,4RS)-4-[[N a -(2-quinolinecarbony!)-LMeucinyl]amino]-l-[(2S)-4-methyl-^^ 
[[(benzyloxycarbonyl)]aminoJpenty1]-3-pyrroIidinol; 

4-[[NV2-quinolinecarbonyl)-L-leucinyl]amino]-1-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinone; 

(3RS,4RS)^-[[N a -(piperonylcarbonyl)-L-leucinyl]amino]-l-f(2S)-4-methyl-^ 
30 [[(benzyloxycarbonyl)]amino]pentyl]-3-pyrroIidinol; 

4-[[N a -(piperonylcarbonyl)-L4eucinyI]aminoJ-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyiTolidinone; 

(3RS,4RS)^-[[N a -(4-nuorobenzoyl)-L^eucinynamino]-1-[(2S)-4-methy1-^ 
[f(benzyloxycarbony!)]aminolpenty!]-3-pyrrolidinol; 
35 4-t[N a -(4-fluorobenzoyl)-L-leuciny!lamino]- 1 -[(2S)-4-methy 1-2- 

[[(benzy!oxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
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(3RS,4RS)-4-[[N a -(2-pyridylcarbony])-L^eucinyl|amino]-l-[(2S)-4-methyl-2- 

tl(benzyIoxycarbonyl)]amino]pentyl]-3-pyrrolidino!; 

4-llN a -(2-pyridylcarbonyl)-L-leuciny!]aminol-l-[(2S)-4-methyl-2- 
[|(benzyloxycarbonyl)]aminolpentyl]-3-pyirolidinonc; 
5 (3RS f 4RS)-4-[[N a -(2-nitro-a-toluenesulphonyl)-L-leucinyl]amino]-l-[(2S) 
methyl-2-[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-l[N a -(2-nitro-a-toIuenesulphonyl)-L-leucinyIlamino]-1-[(2S)-4-mcthyl-2- 
[[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinone; 

(3RS ( 4RS)-4-[[N a -(8-quinoiinesulphonyl)-L-lcucinyl]amino]-l-[(2S)-4-methyl-2- 

10 [[(benzyloxycarbonyl)]amino]pentyl]-3-pyrro!idinol; 

4-[[N a -(8-quinolinesulphonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)lamino]pentyl]-3-pyrrolidinone; 

(3RS > 4RS)-4-l[N a -(2-naphthylcarbonyl)-L-leucinyl]aminomethyl]-l- 
[(2S)-4-methyl-2-ff(benzyloxycarbonyl)]amino]pentylJ-3-pyrro!idinol; 
15 4-[[N a -(2-naphthylcarbonyl)-L-leucinyllaminomethylJ-l-l(2S)-4-methyl-2- 
[[(benzyIoxycarbonyl)]amino]pentylJ-3-pyrrolidinone; 

(3RS 1 4RS)-4-[[N a -(2-quinoiinylcarbonyl)-L-leucinyl]aminomethyl]-l- 
f(2S)-4-methyl-2-[[(benzyloxycarbonyl)]aminolpentyI]-3-pyrrolidinol; 

4-[[N a -(2-quino]inylcarbonyl)-L-leucinyl]aminomethyl]- 1 -[(2S)-4-methyl-2- 
20 [l(benzyloxycarbonyl)]amino]pentyll-3-pyrrolidinone; 

(3RS,4RS)-4-[[N°-(phenylacetyl)-L-ieucinyI|amino]-I-[(2S)-4-methy]-2- 
[[(benzyloxycarbonyl)]aminolpentyl]-3-piperidinol; 

4-[[N a -(phenylacetyl)-L-leucinyI]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminoJpentyi]-3-piperidinone; 
25 (3RS,4RS)^-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]- 1 -l(2S)-4- 

methyl-2-[[(benzyloxycarbonyl)]aminolpentyl]-3-piperidinol; 

44[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-1^(2S)-4-meth 

[[(benzyJoxycarbonyl)Jamino]pentyl]-3-piperidinone; 

(3RS,4RSM^[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]aminol-l-[(2R)-4- 

30 methyl-2-[[(benzyloxycarbonyl)]aminolpentyll-3-piperidinoI; 

4_[[N a -(4-pyndinylmethoxycarbonyl)-L-leucinynamino]-1-[(2R)-4-methyl-2- 

[l(benzyloxycarbonyl)]amino]pentyll-3-piperidinone; 

(3RS 1 4RS)-4-[[N a -(phenylacetyl)-L-leucinyl]amino]-l-[(2R)-4-methyl-2^ 
[[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinol; 
35 4-[[N a -(phenylacetyI)-L-teucinyl]amino]-l-[(2R)-4-methyl*2- 
[[(benzyloxycarbonyl)laminoJpentyll-3-piperidinone; 
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(3RS,4RSM-[[^-(4-imidazoleacet^ 
[[(benzyioxycarbonyl)]amino]pentyl]-3-piperidinol; 

4^[N u -(4-imidazo]eacetyl)-L-[euciny!]amino]-l-[(2R)-4-methyl-2- 

[|(benzyloxycarbonyl)]amino]pentyl]-3-piperidinone; 
5 (3RS,4RS)-4-[[N a -(4-imidazoieacetyl)-L-leucinyl]amino]- 1 -[(2S)-4-methy!-2- 

[[(benzyloxycarbony!)]amino]pentyl]-3-piperidinoI; 

4.[[N a -(4-imidazoIeacety1)-L-leucinyl]amino]-1-l(2S)-4-methyl-2- 

f[(benzyloxycarbonyl)]amino]penty]]-3-piperidinone; 

(3RS,4RSM-[[N a -(4-pyridinylcarbony1)-L-1eucinyl]amino]-l^(2S)-4-met^ 

10 f[(benzyIoxycarbonyl)]amino]pentylJ-3-piperidinol; 

4-[[N a -(4-pyridinylcarbonyl)-L-]eucinyl]amino]-l-[(2S)-4-methyl-2- 

[[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinone; 

44[N a -(tert-butoxycarbonyI)-L-leucinyl]amino]-l-(benzyloxycarbonyl)-3- 

piperidinone; 

15 (3RS,4RS)-4-[[N a -(8-quinoiinesuIphonyl)-L-Ieucinyl]amino|-l- 

(benzyloxycarbonyl)-3-piperidinol; 

4-[[N a -(8-quinolinesulphonyl)-L-leucinyl]amino]-l-(benzyloxycarbonyl)-3- 

ptperidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinyiacetyl)-L-leucinyl]amino]-l-(benzyloxycarbonyl)-3- 
20 piperidinol; 

4-tlN a -(4-pyridinylacetyi)-L-leucinyl]amino]-1-(benzyloxycarbonyl)-3- 
piperidinonc; 

(3RS,4RS)-4-[fN a -(4-imidazoleacetyl)-L-leucinyl]aminol-l-(benzyloxycarbonyl)- 
3-piperidinol; * 

25 4-[[N a -(4-irnidazoleacetyl)-L-leucinyl]amino]-1-(benzyloxycarbonyl)-3- 
piperidinone; 

(3RS,4RS)-4-[[N a -(4-pyridinylcarbonyl)-L-leuciny l]amino]- 1 - 

(benzyloxycarbonyl)-3-piperidknol; 

4-[[N a -(4-pyridinylcarbonyl)-LMeucinyl]aminol-l-(benzyloxycarbony])-3- 

30 piperidinone; 

(3RS.4RS)- 1 -benzyl-4-UN°-(3-isoquinolinylcarbony l)-L-leuciny l]aminol-3- 

pyrrolidinol; 

l-h^nzyl-4-[[N a -(3-isoquinoliny1caitonyl)-L-leucinyl]aminoJO-pyrroU 
(3RS,4RS)-1-benzyl^-[[N a -(3,4-dichlorobenzoyl)-L-leucinyl]amino]-3- 

35 pyrroiidinol; 

l-benzyl-4-[|N a ^3,4-dichlorobe 
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(3RS,4RS)-l-benzyl-4-[[N a -(2-naphthylcarbonyl)-L-leucinyl]aminomethyi]-3- 
pyrrolidinol; 

l-benzyl-4-[[N a -(2-naphthylcarbonyl)-L-leucinylIaminomethyl]-3-pyrrolidmonc 
(3RS,4RS)-l-benzyl-4-[[N a -(2-quinolinylcarbonyI)-L-leucinyl]aminomethyl]-3- 
5 pyrrolidinol; 

1-benzyM-[[N a -(2-quinolinylcarbonyl)-LMeucinyi]aminomethy]]-3-pyrrolidinone 
(3RS,4RS)-I-benzyl-4-[[N a -(2-quinolinyicarbonyl)-L-leucinyl]amino|-3- 
pyrrolidinol; 

l-bcnzyl-4-[[N a -(2-quinolinylcarbony!)-L-leucinyI]aminol-3-pyrrolidinone; 
10 (3RS,4RS)-1-benzyl-4-[[N a -(piperonylcarbonyl)-L-leucinyl]aminol-3-pyrrolidinol; 
l-benzyl-4-[[N a -(piperonylcarbony!)-L-!eucinyi]aminol-3-pyrrolidinone; 
(3RS t 4RS)-l-benzyi-4-[[N a -(4-fluorobenzoyl)-L-leucinyl]amino]-3-pyrrolidinol; 
l-benzy)-4-[fN a -(4-fluorobenzoyl)-L-leucinyl]amino]-3-pyrroUdinone; 
(3RS,4RS)-l-benzyl-4-[tN a -(6-hydroxy-2-naphthylcarbonyl)-L-]eucinyl]aminol- 

15 3-pyrrolidinol; 

l-benzyl-4-ffN a -(6-hydroxy-2-naphthylcarbonyl)-L-leucinyl]amino]-3- 
pyrrolidtnone; 

(3RS,4RS)-1-benzyl-4-[[N a -(2-naphthylcarbonyl)-L-lcucinyl|amino]-3- 
pyrrolidinol; 

20 l-benzyl-4-t[N a -(2-naphthylcarbonyl)-L-leucinyl|amino]-3-pyrrolidinone; ■ 

(3RS,4RS)-1-benzyl-4-[[N a -(6-quinolinyicarbonyl)-L-leucinyl)amino]-3- 
pyrrolidinol; 

l-benzyl-4-[[N a -(6-quinolinylcarbonyl)-L-Ieuc'myl]amino]-3-pyrroHdinone; 
(3RS 1 4RS)-l-benzyl-4-t[N a -(4-tmidazoIeacetyl)-L-leucinyl]amino]-3-pyrrolidinoI; 
25 I-benzyl-4-[[N a <4-imidazoIeacetyl)-L-leucinynaminol-3-pyrrolidinone; 

(3RS 1 4RS)-l-benzyl-4-[[N"-(4-pyridinylcarbonyl)-L-leucinyl]amino]-3- 
pyrrolidinol; 

I-benzyI-4-[[N a -(4-pyridinylcarbonyl)-L-!eucinyl]aminol-3-pynrolidinone; 
4-[[N a .(ten-butoxycarbonyl)-L-leucinyl]amino]-i-benzyloxycarbonyl-3- 

30 pyrrolidinone; 

(3RS,4RSM-[[N a -(4-pyridinylmethoxy)carbonyl)-L-leucinyl]amino]-l- 
[(2R)-4-methyl-2-[[(benzyloxycarbonyl)]amino]penlyI]-3-pyrTolidinol; 

4-[[N a -(4-pyridinylmethoxy)carbonyI]-L-leucinyl]aminol-1-l(2R)-4-methyl-^ 
l[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
35 (3RS.4RS)-4-[fN a -(4-pyridinylmethoxy)carbonyl]-L-leucinyl]amino]-l- 
[(2S)-4-methyl-2-[[(tert-butoxycarbonyI)]amino]pemyl|-3-pyrrolidinone; 
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4-[[N a -(4-pyridinylmethoxy)carbony I ]-L-leuciny 1 Jamino]- 1 -[(2S)-4-methyl-2- 
[[(tert-butoxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-pyridiny]methoxy)carbonyl]-L-Ieucinyi]amino]- 1 - 
[(2S)-4-methyl-2-(amino)penty!l-3-pyrrolidinone; 
5 (3RS,4RS)-4-[[N a -(2-methylpropoxy)carbonyll-L-leuciny]|amino]-l- 
[(2S)-4-methyl-2-[[(benzyIoxycarbonyI)]amino]pentyI]-3-pyrrolidinol; 

4-[fN a -(2-methylpropoxy)carbonyl]-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[l(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)^-[fN a -(methylamino)thiocarbonylJ-L-!eucinyl]amino]-I-[(2S)-4- 
10 methy]-2-[f(benzyloxycarbonyI)lamino]pentyl]-3-pyrrolidinoI; 

44[N a -(methylamino)thiocarbonyl]-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)JaminoJpentyl]-3-pyrrolidinone; 

(3RS f 4RS)-4-t[N a -(phenylmethylamino)carbonyl]-L-Ieucinyllaminol-l- 
[(2S)-4-methyl-2-U(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinol; 
15 44[N a -(phenylmethylamino)carbonyl]-L-Ieucinyl]amino]-l-[(2S)-4-methyl-2- 

[[(bcnzyloxycarbony!)]aminolpentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(3 f 4-dichIorophenylamino)carbonyl]-L-leucinyl]aminol-l- 
t(2S)-4-rnethyl-2-[[(benzyloxycarbonyl)]amino]pentyI]-3-pyirolidinol; 
4^[N a -(3/t-dich]orophenylamin^^ 
20 2-[[(benzyloxycarbonyI)]amino]pentyl]-3-pyrroIidinone; 

(3RS,4RS)-l-benzyl-4-[[N a -(3,4-dichlorophenylamino)-L-leucinyl]amino]-3- 

pyrrolidinol; 

l-benzyl-4^[N a -(3,4-dichlorophenylamino)-L-leucinyl]amino]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -( 1 ,2,3,4-tetrahydro-6-qainolinecarbonyl)-L-Ieucinyl |aminol- 1 - 
25 f(2S)-4-methyl-2-[(p-toluenesuIphonyl)amino]pentyl]-3-pyrrolidinol; 

4_[[N a .( i ^^^-tetrahydro^-quinolinecarbonyO-L-leucinyl ]amino]- 1 -f (2S)-4- 
methyl-2-[(p-loluenesulphonyl)amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-44[N a -(l t 2,3,4-tetrahydro-6-quinolinecarbonyl)-L4eucinyl]aminol-l- 
[(2S)-4-methyl-2-[(acetyl)amino]pentyl]-3-pyrrolidinol; 
30 4-[[[N a -( 1 ,2,3,4-tetrahydro-6-quinolinecarbonyl)-L-leuciny l]amtno]- 1 - 

[(2S)-4-methyl-2-[(acetyl)amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-fluorobenzoyl)-L-leucinyl]aminol-l-l(2S)-4-methyl-2- 

[(acetyl)amino]pentyl]-3-pyrrolidinoI; 

4-[[[N a -(4-fluorobenzoyl)-L-!eucinyl]amino]- 1 -[(2S)-4-methyl-2- 
35 ((acetyl)amino]pentyl]-3-pyrroIidinone; 

(3RS,4RS)-44[N a K4-fluorobenzoyl)-L4eucinyl]amino]-l-[(2S)-4-methyl-2-[(p- 

toIuenesulphonyl)amino]pentyl]-3-pyrrolidinol; 
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4.[[N a -(4-fluorobenzoyl)-L-leucinyllamino]-l-[(2S)-4-mcthyl-2-[(p- 

toluenesulphonyl)amino]pcntyl]-3-pyrrolidinone; 

(3RS f 4RSMMIN a -(4-fluorobenzoyl)-L-leuciny]lamino]-l-[(2S)-4-methyl-2- 

[(methanesulphonyl)amino]pentyIl-3-pyrro1idinone; 
5 4-[[N a -(4-fluorobenzoyl)-L-leacinyl|aminol- 1 -[(2S)-4-methyl-2- 

l(methanesulphonyl)amino]pentyI]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a ^4-fluorobenzoy!)-L-leucinylJamino]-l-[(2S)-4-methyl-2-l(a- 

toluenesulphonyl)aminolpentyl]-3-pyrrolidinone; 

4.[[N a -(4-fluorobenzoyl)-L-leucinyl]amino]-l-l(2S)-4-methyl-2-[(a- 

10 toIuenesulphony!)amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-]-(2-phenethyl)-4-ltN°-(4-nuorobenzoyI)-L-leucinyl]amino]-3- 

pyrroHdinoI; 

l-(2-phenethyl)-44[N a -(4-nuorobenzoy])-L-leucinyl]aminol-3-pyrrolidinone; 
(3RS,4RS)-l-(2-phenethyl)-44[N a -(2-quinolinylcarbonyl)-L-leuciny]]amino]-3- 

15 pyrrolidinol; 

1-(2-phenethyl)-4-[[N a -(2-quinolinylcarbonyl)-L-teuciny1]aminol-3-py^ 

(3RS,4RS)-l-(2-phenethyl)-4-[[N a -(2-naphthylcarbony])-L-leucinyl]amino]-3- 
pyrrolidinol; 

1-(2-phenethyl)-4-[[N a ^2-naphthylcarbonyl)-L-leucinyl]amino]-3-pyrrolidinon^ 
20 (3RS,4RS)-l-(2-phenethyl)-4-[[N a -(a-toluenesulphoriyI)-L-leucinyl]amino]-3- 

pyrrolidinol; 

l-(2-phenethyl)-4-[[N a -(a-toluenesulphony])-L-leucinyl]amino]-3-pyrroIidinone; 
(3RS,4RS)-l-(2-phenethyl)-4-[fN a -(2-nitro-a-toluenesulphonyl)-L- 

leucinyljaminoj- 3-pyrrolidinol; 
25 i-(2-phenethyI)-4-[[^-(2^^ 
pyrrolidinone; 

(3RS,4RS)-4-[[N a -(2-phenylacetyl)-L-leucinyl|amino]-l-[(2S)-4-methyl-2MK 
pyridinylcarbonyl)]amino]pentyl]-3 : pyrrolidinol; 

4-t[N a -(2-phenylacetyl)-L-leucinyl)amino]-I-[(2S)-4-methyl-2-l[(4- 
30 pyridinylcarbonyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[NM2-phenylacetyl)-L-leuciny]|amino]-l-f(2S)-4-methyl-24[ 
toluenesuIphonyl)]amino]pentyl]-3-pyrrolidinol; 

4^lN a -(2-phenylacetyl)-L-leucinyl]aminol-14(2S)-4-methyI-2-[[(p- 

toluenesulphonyl)]amino]pentyl]-3-pyrrolidinone; 
35 (3RS,4RS)-4-[[N a -(2-phenylacety!)-L-leucinyl)aminol-l-[(2S)-4-methyl-24(( 

imidazoieacetyl)Jamino]penty!l-3-pyrrolidinol; 
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4-[[N a -(2-phenylacetyl)-L-leuciny!]amino]-l-[(2S)-4-methy!-2-[[(4- 
imida2oleacetyl)]amino]pentyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[(4-phenoxybenzoyl)amino]- 1 -[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)Jamino]pentanoyl]-3-pyrrolidinolycarbonyl)-L- 
5 leucinyl]aminoJ-3-pyrroIidinoI; 

l-(3-nitrobenzyl)-4-[[N a -(4-pyri 
pyrrolidinone; 

(3RS,4RS)-I-(2-nitrobenzyI)-4-[fN a -(4-pyridiny]methoxycarbonyl)-L- 

leucinyl]amino]-3-pyrrolidinol; 
10 i-(2-nitrobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 

pyrrolidinone; 

(3RS,4RS)-l-(4-cyanobenzyl)-4-[[[N a -(4-pyridinylmethoxycarbonyl)-L- 

leucinyl]amino]-3-pyrrolidinol; 

l-(4-cyanobenzyl)-4-[[N a -(4-pyridinyImethoxycarbonyl)-L-leucinyl)amino]-3- 

15 pyrrolidinone; 

(3RS,4RS)-l-(4-bromobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyI)-L- 

leucinyl]arnino]-3-pyrro)idinol; 

l-(4-bromobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-Ieucinyl]aminol-3- 

pyrrolidinone; 

20 (3RS ( 4RS)-I-phenethyl-4-f[N a ^4-pyridinyImethoxycarbonyl)-L-leucinyl]arnino]- 
3-pyrrolidinol; 

I -phenethyl-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leuciny l]amino]-3- 
pynrolidinone; 

1-(3-aminobenzyl)-4-[[N a -(4-pyridinylrnethoxycarbonyl)-L-leucinyl]amino]-3- 

25 pyrrolidinone; 

(3RS,4RS)-l-(3-benzyloxybenzyl)-4-[[N 0, -(4-pyridinylmethoxycarbonyl)-L- 

leucinyl]amino]-3-pyrrolidinol; 

l-(3-benzyloxybenzyl)-4-[[N a -(4-pyridinylmcthoxycarbonyl)-L-leucinyl]amino 

pyrrolidinone; 

30 (3RS f 4RS)0-(3-hydroxybenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L- 

leucinyl]amino]-3-pyrrolidinol 

l-(3-hydroxyr^nzyl)-4-[[N a -(4-pyridinylr^^ 

pyrrolidinone; 

(3RS,4RS)- 1 -ethyl-4-[[>T-(4-pyridinylrr^thoxycarbonyl)-L-leuciny 

35 pyrrolidinol; 

I-ethyl-4-I[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]0-py 
(3RS t 4RS)-l-cyclopropylmethyI-4-[lN a -(4-pyridinylrnethoxycarbonyl)-L- 
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leucinyl]amino]-3-pyrrolidinol; 

l-cyclopropylmethyl-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 

pyrrolidinone; 

(3RS,4RS)-l-(2-N t N-dimethylaminoethyl)-4-[[[N°-(4-pyridinylmethoxycarbonyl^ 

5 L-leucinyllamino]-3-pyrrolidinoi; 

l-(2-N*N-dimethylaminoethyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L- 

leucinyl)amino]-3-pyrrolidinone; 

(3RS,4RS)-l-(2-morphoiinoethyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L- 

]eucinyl]amino]-3-pyrrolidinonol; 
0 l.(2-moipholinoethyI)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-lcucinyl] 

pyrrolidinone; 

{3RS,4RS)-]-(2-bromobenzyl)-4-[[N a -(2-pyridinyImethoxycarbonyl)-L- 

leucinyllaminol-3-pyrrolidinonoI; 

l-(2-bromobenzyl)-4-l[N a -(2-pyndinylmethoxycarbonyI)-L-lcucinyl]amino)-3- 

5 pyrrolidinonone; 

(3RS 1 4RS)-4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinyllamino)-I- 
[(2S)-4-methyl-2-[[(benzyl6xycarbony1)]amino]pentyl]-3-pyrrolidinol; 

4-[[N a -(4-pyrdinyimethoxy)cart>onyl)-L-leucinyIlamino|-l-l(2vS)-4-methyl-2- 

■ lt(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
>0 (3RS,4RS)-4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leuciny I laminol- 1 - 

l(2S)-4-methyl-24t(benzyloxycarbonyl)]aminomethyl]pentyl]-3-pynrolidinol; 

4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinyl]aminol-!-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)laminomethyl]pentyI]-3-pyrrolidinonc; 

(3RS,4RS)-4-[[N a -[(2-pyridinylmethoxy)carbonyl]-L-leucinyl (amino]- 1- 
15 [(2S)-4-methyl-2-[[(benzyloxycarbonyI)laminolpen(yil-3-pyrrolidinol; 

4-I[N ft -[(2-pyridinylmethoxy)carbonyl]-L-leucinyl]arnino]-]-l(2S)-4-methy]-2- 

[[(benzyloxycarbonyl)]amino]pentyll-3-pyrrolidinone; 

(3RS f 4RS)-4-[[N a -[(3-pyridinylmethoxy)carbonyn-L-leucmyl]amino]-l-[(2SM^ 

methyl-2-[[(benzyloxycarbony[)]amino]pentyl]-3-pyrrolidinol; 
30 4-[[N a -[(3-pyridinyimethoxy)carbonyl]-L-leucmy]]aminol-l-[(2S)-4-meth 
[[(benzyIoxycarbonyl)lamino]pentyl]-3-pyrrolidinone; 

(3RS > 4RS)-4-[[N a -(benzyloxycarbony!)-L-leucinyl]amino]-l-[(2S)-4-methyl-^ 

f[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinol; 

4-l[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-l-[(2S)-4-methyl-2- 
35 [[(benzyloxycarbonyl)]amino]pentyll-3-pyrrolidinone; 

(3RS l 4RSM-[fN a -(4-pyridinylmethoxycarbonyl)-L-leucmyl]aminomethyn-l^ 
l(2S)^-methyl-2-[[(benzyloxycarbonyl)]amino]pentyll-3-pyrrolidino]; 
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4-[[N a -(4-pyridiny]methoxycarbonyl)-L-leucinyl]aminomethyl]-l-[(2S 

2- H(benzyIoxycarbonyl)Jamino]pentyI]-3-pyrrolidinone; 

(3RS,4RS)-l-benzyl-4-ffN a -(2-nitro-a-toluenesulphonyl)-L-leucinyl]amino]-3- 

pyrrolidinol; 

5 ]-benzy!-4-[[[N ft -(2-nitro-a-toluenesulphonyl)-L-leucinyl]aminol-3-pyrrolidinone; 

(3RS,4RS)-l-ben7.yl-4-[[N a -(phenylsu]phonyl)-L-leucinyl]amino]-3-pyrrolidinol; 
l-bcnzyl-4-[fN a -(phenylsulphonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
(3RS,4RS)-1-benzyl-4-[fN a -(a-toIuenesulphonyl)-L-leucinyl]amino]-3- 
pyrrolidinol; 

10 l-benzyl-4-[[N a -(a-toluenesuiphonyl)-L-leucinyl]amino]-3-pyrrolidinone; 

(3RS,4RS)-l-benzy]-4-[[N a -(2-naphthylsulphonyl)-L-leucinyl]amino]-3- 
pyrrolidinol; 

l-benzyl-4-[[N a -(2-naphthylsuiphonyl)-L-leucinyl]amino]-3-pyrrolidinone 
(3RS f 4RS)-l-benzyl-4-[[N a -(2-naphthylcarbonyl)-L-Ieuciny!]amino]-3- 
15 piperidinol; 

l-benzyl-4-[[N a -(2-naphthylcarbonyI)-L-ieucinyl]amino]-3-piperidinone 
(3RS,4RS)-1-benzyl-4-[[N a -(2-quinolinyicarbony!)-L-leucinyI]aminoJ-3- 
piperidinol; 

l-benzyl-4-[[N a -(2-quinolinylcarbonyl)-L-leucinyl|aminoI-3-piperidinone; 
20 (3RS,4RS)-l-benzyl-4-([N a -(2-naphthylsulphonyl]aminoI-3-piperidinol; 

l-benzyl-4-[[N a -(2-naphthylsulphonyl)-L-]eucinyI]amino]-3-piperidinone; 
(3RS f 4RS)-4-[[N a -(bcnzyloxycarbonyl)-L-leucinyl]aminomethyl]-I- 
[(2S)-4-methyl-2-[[(bcnzy]oxycarbonyl)]aminomethyI]pentanoyl]-3-pyrrolidinoI; 

4-{rN a -(benzyloxycarbonyl)-L-leucinyl]aminomethyl]-l-[(2S)-4-methyl-2- 
25 [[(benzyloxycarbonyl)]aminomethyl]pentanoyl]-3-pyrroIidinone; 

(3RS,4RS)-4-l(2S)-4-methyI-2-[(benzyloxycarbonyl)amino]pentyl]-1- 
f(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentanoy!)- 

3- pyrrolidinol; 

4-f(2S)-4-methyl-2-[(benzyloxycarbonyl)amino]penty]]- 1 - 
30 [(2S)-4-methyl-2-[[(benzyloxycarbonyl))amino)pentanoyl]- 
3-pyrroIidinone; 

(3RS,4RS)-4-[[N a -(4-fluorobenzoyl).L.leuciny l]amino]- 1 - 
[2-[(a-toluenesulphonyl)amino]ethyl]-3-pyrroIidinol; 

4-[[N a -(4-fluorobenzoy I)-L-leucinyl]amino]- 1 - 
35 [2-[(a-toluenesulphonyl)amino]ethyl]-3-pyrrolidinone; 

(3RS,4RS)-4-[[N a -(4-fluorobenzoyI)-L-leucinyl]amino]-1-benzoyI-3-pyrrolidinol; 
4-[[N a -(4-fluorobenzoy!)-L-leucinyl]amino]-1 -benzoyl-3-pyrrolidinonc; 
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(3RS,4RS)-4-[(N a -(piperonylcarbonyl)-L-leucinytlamino]-l-benzoyl-3- 
pyrrolidinol; 

4-[[N a -(piperonylcarbonyl)-L-leucinyllamino]-l-bcnzoyl-3-pyrrolidinone; 
(3RS,4RS)-4-[[N a -(4-fluorobenzoyl)-L-leucinyi|aminol-l- 
5 [2-[(4-fluorobenzoyl)amino]ethyI]-3-pyrrolidinol; 

4-[tN a -(4-fluorobenzoyl)-L-Ieucinyl]amino]-l- 
[2-[(4-fluorobenzoyl)amino]ethyl]-3-pyrrolidinone; 

(3RS 1 4RS)-4-[[N a -(^r/-butoxycarbonyl)-L-leucinyllamino]-1-benzoyl-3- 

pyrrolidinol; 

jq 4-[[N a -(ferf-butoxycarbonyl)-L-leucinyl]amino]-l-benzoyl-3-pyrroltdinonc; 
(3RS,4RS)-4-[[N a -(4-fluorobenzoyl)-L-leucinyl]aminol-l-l(2S)-4- 
methyI-2-[(4-fluorobenzoyl)amino]pentyll-3-pyrrolidino]; 

4-[[N a -(4-fluorobenzoyl)-L-leucinyI]amino]-1-|(2S)-4- 
methyl-2-[(4-fluorobenzoyl)amino]pentyIl-3-pyrroiidinone; 
15 4-[[N a -(4-carboxybenzoyl)-L-leucinyl|amino]-l-[(2S)-4- 
methyl-2-((4-fluorobenzoyl)amino]pentyl]-3-pyrrolidinone; 

1-benzyl-4-[[N a -(4-carboxybenzoyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

(3RS.4RS)- 1 -benzy l-4-[[N a -(4-carboxymethy!)benzoy 1)- 

20 L-leucinyl]amino]-3-pyrrolidinol; 

l-benzy1-4-[[N a -(4-carboxymethyl)benzoyl)-L-leuciny]]aminoJ-3-pyrrolidinone; 

(3RS > 4RS)-4-[[N a -f(4-carboxymethyl)benzoyll-L-leucinyl]aminoJ-l- 
[(2S)-4-methyl-2-l[(4-fluorobenzoyi)amino]pentyl]-3-pyrrolidinol; 

4-[[N a -[(4-carboxymethyI)benzoyl]-L-leucinyllaminol- 1 -[(2S)-4- 
25 methy!-2-[((4-nuorobenzoyl)amino]pentyll-3-pyrrolidinone; 

(3RS,4RS)-]-phenethyl-44[N a -(2-amino-a-toluenesulphonyI)-L-ieucinyl)amino]-3- 

pyrrolidinol; 

l-phenethyI-4-[[N a -(2-amind-a-toluenesulphonyl)-L-leucinyl]amino]-3- 
pyrrolidinonc; 

30 (3RS,4RS)-4-[[N a -(2-naphthyIcarbonyl)-L-leucinyl]amino]-l-benzoyl-3- 
piperidtnol; 

4-l[N a -(2-naphthylcarbonyl)-L-leucinyl]amino] : l-benzoy!-3-piperidinone; 
(3RS,4RS)-4-[lN a -(2-quinolinecarbonyl)-L-leucinyllamino]-l-benzoy]-3- 

piperidinol; 

35 4-[[N a -(2-quinolinecarbonyl)-L-leucinyl]amino|-I-benzoyl-3-piperidinone; 

(3RS,4RS)-4-[[N a -(3-isoquinoIinecarbony!)-L-leucinyI]aminoI-l-benzoyl-3- 

piperidinol; 
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4-([N a -(3-isoquinolinecart^ 

(3RS t 4RS)-4-[[(2S)-4-methy]-2-(benzyl)oxy]pentanoy 1]- 1 - 
l(2S)-4-methyl-2-[[(benzyloxycarbonyI)]amino]pentanoyl]- 
3-piperidinol; 

5 4-[[(2S)-4-methyl-2-(benzy l)oxy]pentanoyl]- 1 - 

((2S)-4-methyl-2-[[(benzyloxycarbony])]amino]pentanoyl]- 

3-piperidinone; 

(3RS,4RS)-4-[[3-(2-pyridyl)phenylacetyl)}amm^^ 

4-[[3-(2-pyridyI)phenylacetyl)]amino]-l-[3-(2-pyridyl)phenylacetyl)]-3- 

10 piperidinone; 

(3RS,4RS)-4-[[N a -(p-trinuoromethanephenylsulphonyI)- 
L-leucinyl]amino]-1-[3-(2-pyridyl)phenylacetyl)]-3-piperidinol; 

4-[[N a -(p-trifluoromethanephenylsulphonyl)- 
L-leucinyl]amino]-]-[3-(2-pyridyl)phenylacetyl)]-3-piperidinone; 

1 5 (3RS,4RS)-4-[[N a -(2-naphthylsulphonyl)- 

L-leucinyI]amino]-l-[3-(2-pyridyI)phenylacetyl)]-3-piperidinoI; 

4-[|N a -(2-naphthyisulphonyl)- 
L-leucinyllamino]-l-[3-(2-pyridyl)phenylacetyl)l-3-piperidinone; 

(3RS,4RS)-4-[[N a -(3,4-dichlorophenyIsulphonyl)- 
20 L-leucinyl]amino]-l-l3-(2-pyridyl)phenyIacetyl)]-3-piperidinol; 

4-[[N a -(3,4-dichlorophenylsulphonyl)- 
L-leucinyl]amino]-l-[3-(2-pyridyl)phenylacetyl)l-3-piperidinone; 

(3RS ( 4RS)-4-[[N a -(methanesulphonyl)-L-leucinyl]aminol-l-[3-(2-pyridyl)phen 

piperidinol; 

25 4-[[N"-(methanesu^ 

(3RS,4RS)-4-t[N a -(4-fluorophenylsu!phonyl)-L-leucinyl]amino]- 1 -[3-(2- 

pyridyl)phenylacety1)]-3-piperidinol; or 

4-[[>T 1 -(4-fluorophenylsulphonyl)-L-Ieucinyllamino]-l-[3-(2-pyridy])ph 

piperidinone; 
30 or a phamaceutically acceptable salt thereof, 

17. A compound according to claim 1 which is: 

4-[[N a -(benzyloxycarbonyl)-L-leucinyllamino]-l-[(2S>4-methyl-2- 
35 [[(benzyloxycarbonyl)lamino]pentanoyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[4-(phenoxybenzamide)l-3- 

pyrrolidinone; 
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4-UN a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-14-(biphenylethanoyl)]-3- 
pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-|(2S)-4-methyl-2- 

[[(benzyloxycarbonyl)]aminomethyI]pentanoyll-3-pyrrolidinone; 
5 4-[fN a -(benzyloxycarbonyl)-L-leucinyl]ammo]-l-[(2S)-4-methyl-2-||(tert- 
butoxyoxycarbonyl)]aminomethylJpentanoy1]-3-pyrrolidinonone; 

4-[[N a ^benzyloxycarbonyl)-L-leucinyl]amino]-l-f(2S)-4-methy]-2- 

(aminomethyl)pentanoyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-lcucinyl]amino|-l-tert-butoxycarbonyl-3- 

10 pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-Ieucinyl]amino]-3-pyrrolidinone; 
4-[[N a -(benzy1oxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyI-2-[[(N-tert- 
butoxycarbonyl)ethanoyl]aminomethyl]pentanoyl]-3-pyrrolidinonc; 

4-|[N a -(benzyioxycarbonyl)-L-leucinyl]aminol-l-[(2S)-4-methyl-2- 

15 [(ethanoyl)aminomethyl]pentanoyn-3-pyrrolidinone; 

4-[[N a -(benzyioxycarbonyl)-L4eucinyllamino]-t-[(2S)-4-rnethy!-2-[[(tert- 

butoxycarbonyl)]aminoJpentanoyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbony)-L-leucinylJamino]-l-[(2R)-4-methyI-2- 
[[(benzyloxycarbonyl)laminoJpentanoy!]-3-pyrroIidinone; 
20 4-[l[N°-(benzy loxycarbonyl)-L-leuciny L]aminoI- 1 -[2- 

t(benzyloxycarbonyl)amino)ethanoyl]-3-pyrrolidinonone; 

4-[[N°-(benzy loxycarbony)-L-leuciny 1 laminol- 1 -[(2S)-2- 

[[(benzyloxycarbony])]amino]propanoyI]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino|-l-|cyclohexanepropanoyll-3- 

25 pyrrolidinone; 

4-llN a -(benzyloxycarbonyl)-L-leucinyl)amino]-l-((2S)-4-methyl-2-[[(4- 

pyridinylmethoxycarbonyl)]aminolpentanoy!]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]aminol-l-[(2S)-4-methyI-2-[[(2- 

pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-pyrrolidinone; 

30 4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2-[[(3- 

pyridinylmethoxycarbonyl)]aminolpentanoyl]-3-pyrrolidinone; 

4-[[N tt -(benzyloxycarbonyi)-L-leucinyllamino]-l-(2-pyndylcarbonyl)-3- 

pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]aminol-l-[(2S)-4-methyl-2- 

35 [[(benzyloxycarbonyl)]amino]pentanoyIl-3-piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyllaminol-l-[4-(biphenyI)ethanoyl]-3- 

piperidinone; 
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4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-I(2S)-4-methyl-2- 

l[(benzyloxycarbonyl)]aminomethyl]pentanoyI]-3-piperidinone; 

4.[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-J-tert-butoxycarbonyl-3- 

piperidinone; 

5 4-[[N a -(benzyloxycarbony])-L-leucinyl]amino]-I-[2-[[(benzyloxycarbonyl)Jiso- 

butylamino]ethanoyI]-3-piperidinone; 

4-[fN a -(benzyIoxycarbonyl)-L-leucinyl]amino]-1-[2-[(tert- 
butoxycarbonyl)aminolethanoyl]-3-piperidinone; 

4-[[N a -(benzyioxycarbony])-L-]eucinyl]aminol- 1 -[2-(amino)ethanoy 1 1-3- 

10 piperidinone; 

4-[[N a -(benzyloxycarbonyI)-L-leucinyI]amino]-I-(4-methylpentanoyl)-3- 

piperidinone; 

4-[[N a -(benzyloxycarbonyI)-L-ieucinyl]amino]-l-(benzoyl)-3-piperidinone; 
4-[[N a -(benzyloxycarbonyl)-L-leucinyl]aminol-l-(acety1)-3-piperidinone; 
15 4-[fN a -(benzyloxycarbonyl)-L-leucinyl]aminol-l-(2-pyridoxyacetyl)-3- 

piperidinone; 

4-[[N°-(benzyloxycarbony !)-L-leuciny l]amino]- 1 -[2- 
[(benzyloxycarbonyl)methyIamino]ethanoyl]-3-piperidinone; 

4-[[N a -(benzy!oxycarbony)-L-leucinyl]amino|-l-[3-(2-pyridyl)phenylacetyl)]-3- 

20 piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-I-[2- 

[(benzyloxycarbonyl)methylamino]ethanoyl]-3-pyrrolidtnone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyI]amino]-l-[2-(phenoxy)ethanoyll-3- 

pyrrolidinone; 

25 4-[[[N a -(4-pyridinylrnethoxycarbonyl)-L-leucinyl]amino]-l-[(2-phenyl)ethanoyl]- 
3-pyrroIidinone; 

4-[[N a -(4-pyridinylmethoxycarbony)-L-leuciny1]amino]-l-ethanoyl-3- 
pyrrolidinone; 

4-t(N a -(4-pyridmylmethoxycarbonyl)-L0eucinyl]amino]-l-(4-cyanobenzoyl)-3- 

30 pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxyca^ 
pyrrolidinone; 

4-[[N a -(3-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-tert-butoxycarbonyl-3- 
pyrrolidinone; 

35 4-[[N a -(3-pyridinyimethoxycarbonyl)-L-leucinyl]arnino]-3-pyrrolidinone; 

4_[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3-pyrroIidinone; 
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4-[tN a idinylmethoxycarbonyl)-L-leucinyl]amino)-l-[(2S)-4-methyI-2- 
[[(benzyloxycarbonyl)]aminomethy]]pentanoyll-3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl^^ 
pyridinyImethoxycarbonyl)]amino]pentanoyl]-3-pyrroiidinone; 
5 4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-melhyl-2- 
[[(benzyloxycarbonyI)]aminomethyl]pentanoyI]-3-pyrrolidinone; 

4-[[N a -(3-isoquinolinecarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyJ-2- 
[[(benzyloxycarbony1)]amino]penty]]-3-pyrroltdinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino1- 1 -[ 1 - 
10 (adamantyl)carbonyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-1eucinyllaminol-l-(4-methyl-pentanoyl)-3- 

pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-D-leucinyl]amino|-l-[(2S)-4-methyl-2- 
([(benzyloxycarbonyl)]amino)pentanoyIl-3-piperidinone; 
1 5 4-[[N a -(tert-butoxycarbonyl)-L-leucinyl]amino]- 1 -[(2S)-4-meihyl-2~ 

[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone 

4-[fN a -(benzyloxycarbonyI)-N c -(tert-butoxycarbonyl)-L-]ysine]amino]-l- 
[(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

4-[[N a -(4-pyridinylmethoxycarbony])-L-leuciny]lamino]-l-terl-butoxycarbonyl-3- 

20 piperidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-(4-methylpe 

piperidinone; 

4-[[N a -(4-pyridinylmethoxycarbony])-L-leucinyllaminol-l-[2- 
(benzyloxycarbonyl)]iso-butyiamino]ethanoyl]-3-piperidinone; 
25 4-[[N-2-(benzyloxycarbonyl)]iso-buty!amino]ethanoyl]-1-[(2S)-4-rnethy!-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-(methanesulphonyl)-3- 
piperidinone; 

4-[[N a -(benzyloxycarbonyl)-L-!eucinyl]aminol-l-(phenylsulphonyl)-3- 
30 piperidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-ieucinyl)arninoJ-1-(8-quinolinesulphonyl)- 
3-pyrrolidinone; 

4-[[N a -(4-pyhdinylmethoxycarbonyl)-L-leucinyl]amino]-l-(2-pyridylsulphonyl)-3- 
pyrrolidinone; 

35 4-[[N a -(4-pyridinylmethoxycarbonyl)-L-Ieuc»ny 1 jamino]- 1 - 

f(2-propoxy)carbonyl]-3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-l-[(3-methyl-l- 
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propoxy)carbonyl]-3-pyrrolidinone; 

4-[[N a -(benzyIoxycarbonyl)-L-leucinyl]amino]-I-I(4-phenoxy)phenylsulphonyl]-3- 

pyrrolidinone; 

4-[[N a -(benzyloxycarbony l)-L-leucinyI]amino]- 1 - 
5 [(4-phenoxy)phenylsulphonyl]-3-piperidinone; 

4-[[N a -(3 ) 4-dichlorobenzoy!)-L-IeucinyI]aminol- 1 -l(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)Jamino]pentyI]-3-pyrrolidinone; 

4-f[N a -(6-quinolinecarbonyl)-L-leucinyI]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminoJpentyI]-3-pyrrolidinone; 
10 4-l(2-dibenzofuransuIphonyl)amino]-l-[(2S)-4-methyi-2- 
[[(benzyloxycarbonyl)]amino]pentanoyl]-3-pyrroIidinone; 

4-[(2-dibenzofuransulphonyl)amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)jmethylamino]pentanoyl]-3-pyrrolidinone; 

4-[[NMbenzyloxycarbonyI)-L-Ieucinyl]aminoV1-(4-methylpentyl)-3-piperidi 

15 4-[[N a -(2-pyridylcart>ony1)^ 

4-f[N a -(3-chlorobenzoyl)-L-leucinyI]amino]-l-(4-methyIpentyl)-3-piperidinone; 

4-[[N°-(2-quinolinecarbonyl)-L^ 
piperidinone; 

4-[[N <l -(3,4-dichlorobenzoy])-L-leucinyl]aminol-J-(4-methylpenty])-3- 

20 piperidinone; 

44[N a -(8-quinolinecarbonyl)-L-Ieuri^ 

4-[[N a -(3-isoquinoIinecarbonyl)-L-leucinyI]amino]- 1 -(4-methylpenty l)-3- 
piperidinone; 

4_[[N a -(2-pyrid*mylmethoxycarbonyl)-L-leucinyI]amino]-l-(4-rnethylpentyl)-3- 

25 piperidinone; 

4-[[N a -(acetyl)-L-leucinyl]amino]-l-(4-methyIpentyl)-3-piperidinone; 

4.[[Isj a .(p-trifluoromethylbenzenesuIphonyl>L-leuciny1]amino]-l-(4- 

methylpentyl)-3-piperidinone; 

4-[[N a -(6-quinoIinecarbonyl)-L-leuc^^ 

30 piperidinone; 

4-[[2-(RS)-[(3-biphenylM-me^ 

piperidinone; 

4.[[N a -(benzyloxycarbonyl)-L-Ieucinyl]ammo]-l- 
[2-Kbenzyloxycarbony!)methylamino]ethyI]-3-piperidinone; 
35 4-[[N°-(a-toluenesulphonyl)-L-leucinyl]amino]-l-[3-(2-pyridyl)phenylacetyl)]-3- 

piperidinone; 
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4-[[N a -(2-naphthylcarto^ 
piperidinone; 

4-[[N a -(benzensulphonyl)-L-lcucinyl]amino]-N[3-(2-pyridyl)phenylacetyl)]-3- 

piperidinone; 
5 4-[[N a -(3-isoqmnolinecarbon^^ 

3-piperidinone; 

4-[3-[(2-pyridyI)phenylacetyl)]aminol- \ -[(2S)-4-methy]-2- 
[[(benzyloxycarbony])]amino]pentanoyl]-3-piperidinone; 

4-[3-[(2-pyridyI)phenylacetyl)larnino]-I-[(2S)-4-methyl-2-H2- 
10 (pyridinylmethoxycarbonyl)]amino]pentanoyl]-3-piperidinone; 

4-t(N a -(2-phenylacetyl)-L-leucinyl]amino]- 1 -[(2S)-4-methyi-2- 
[[(benzyioxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(tert-butoxyoxycarbony l)-L-leucinyl [amino]- 1 -|(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino|pentyl]-3-pyrrolidinone; 
!5 4-[(L-leucinyl)amino]-l-[(2S)-4-methyl-2^[(benzyloxycarbonyl)]aminolpeniyl]0^ 

pyrrol idi none; 

4-[[N a ^2-quinolinecarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyi-2- 
[[(benzyloxycarbonyl)lamino]pentyIl-3-pyrrolidinone; 

4-[[N a -(piperonyIcarbonyl)-L-leucinyl]amino]-]-f(2S)-4-methyl-2- 

20 [[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinone; 

4-l[N a -(4-fluorobenzoyI)-L-leuc!nyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]aminolpentyl]-3-pyrrolidinone; 

4-[[N a -(2-pyridylcarbonyl)-L-leucmyl]arnino]-l-[(2S)-4-methyl-2- 

[[(benzyIoxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 
25 4-[ fN a -(2-nitro-a-toluenesulphony l)-L-lcucinyl lamino]- 1 -((2S)-4-methy 1-2- 

[l(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(8-quinolinesulphonyl)-L-leuctnyl]aminol-]-t(2S)-4-methyI-2- 

[[(benzyIoxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(2-naphthylcarbonyl)-L-leucinyl]aminomethy!]-l-[(2S)-4-methyU 
30 [[(benzyloxycarbonyl)lamino]pentyll-3-pyrrolidinone; 
4-[[N a -(2-quinolinylcarbo^ 
[[(benzyloxycarbonyl)]aminoJpentyl]-3-pyrrolidinone; 

4-[[N a -(phenylacetyl)-L-leuciny l]amino]- 1 -[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinone; 
35 44{NM4-pyridinylrnethoxycarbonyl)-L-!eucinyi]amino]-l-[(2S)-4-rnethyl-2- 

[((benzyloxycarbonyl)]aminoJpentyI]-3-piperidinonc; 
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4-[[N a -(4-pyridinylmethox 
([(benzyloxycarbonyl)]amino]pentyll-3-piperidinone; 

4-[[N a -(phenylacetyl)-L-IeucinyI]amino]- 1 -[(2R)-4-methy 1-2- 
[[(benzyioxycarbonyl)]amino]pentyIl-3-piperidinone; 
5 4-[[N a -(4-imidazoleacetyl)-L-leucinyl]amino]- 1 -[(2R)-4-methyl-2- 

[[(benzyloxycarbonyl)]amino]penty]]-3-piperidinone; 

4-[[N a .(4-imidazoleacetyl>L-leucinyl]amino]-l-f(2S)-4-methy]-2- 
[[(benzyloxycarbonyl)]amino]pentyl]-3-piperidinone; 

4-[[N a -(4-pyridinylcarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
10 f|(benzyloxycarbonyl)]amino]pentyl]-3-piperidinone; 

4-[[N a -(tert-butoxycarbony])-L-leucinyl]amino]-l-(benzyloxycarbonyl)-3- 

piperidinone; 

4-f[N a -(8-quinolinesuIphonyI)-L-leucinyl]amino]-l-(benzyloxycarbonyl)-3- 
piperidinone; 

1 5 4-[[N a -(4-pyridinylacety !)-L-leuciny1]amino]- 1 -(benzyloxycarbonyl)-3- 

piperidinone; 

4_[fN a -(4-imidazoleacetyl)-L-leucinyl]amino]-l-(benzyloxycarbonyI)-3- 
piperidinone; 

4'[[N a -(4-pyridinylcarbonyl)-L-Ieucinyl]amino]-I-(bcnzyloxycarbonyI)-3- 

20 piperidinone; 

1-benzyl-4-[[N a -(3-isoquinoliny]carbonyl)-L-leuciny!Jamino]-3-pyrrolidinone; 

l'benzyl-4-[[N a -(3 ( 4-dichlorobenzoyl)-L-]eucinyl]aminoJ-3-pyrrolidinonc; 
l-benzyl-4-[[N a -(2-naphthylcarbonyl>L-!eucinyl]aminomethyl]-3-pyrroli^ 
l-benzyl-4-[fN a ^2-quinolinylcarbony])-L-ieucinyIlaminomethyl]-3-pyrrolidinone; 
25 l-benzyl-4-[[N a K2-quinolinylcarbonyl)-L-leucinyl]amino]-3-pyrroIidinone; 

l-benzyl-4-[[N a -(piperonyIcarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
l-benzyl-4-[[N a -(4-fluorobenzoyl)-L-leucinyl]aminol-3-pyrrolidinone; 
1-benzyl-4-[[N a -(6-hydroxy-2-naphthykarbonyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

30 !-benzyl-4-[[N a -(2-naphthylcarbonyl)-L-!eucinyl]amino]-3-pyrrolidinone; 

1-benzyl-4-[[N a -(6-quinolinylcarbonyl)-L-leucinyl]amino]-3-pyrrolidinone; 
l-benzyl-4-[[N a -(4-imidazoleacetyl)-L-leucinyl]amino]-3-pyrroltdinone; 
l-benzyl-4-[[N a -(4-pyridiny1carbonyl)-L-leucinyl]amino]-3-pyrrolidinone^ 
4-[[N a -(tert-butoxycarbony!)-L-leucinyl]aniino]-l-benzyloxycarbonyl-3- 

35 pyrrolidinone; 

4-[[N a -(4-pyndinyImethoxy)carbonyll-L-Ieucinyl]amino]-l-[(2R)-4-methyl-2- 

[[(benzyloxycarbony1)]amino]pentyl]-3-pyrrolidinone; 
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4-[[N a ^4-pyridinylmethox^ 
[[(tert-butoxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxy)carbonyil-L-leuciny]]aminol-l- 
[(2S)-4-methy!-2-(amino)pentyl]-3-pyrrolidinone; 
5 4-[[N a -(2-methylpropoxy)carbonyl]-L-leucinyl|amino]-1-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyl)laminoIpentyl]-3-pyrrolidinone; 

4-[lNMmethylamino)thiocarbonylI-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinone; 
4-[[N a -(phenylmethylamino)carbo^ 
10 [[(benzyloxycarbonyl)]amino]pentyI]-3-pyrrolidinone; 

44[N°-(3,4-dichlorophenylamino)carbonyl]-L-leucinyllaminol-1-[(2S)-4-meth 
2-[[(benzyloxycarbonyI)]amino]pentyl]-3-pyrrolidinone; 

l-benzyI-4-[[N a -(3,4-dichlorophenylamino)-L-leucinyI]amino]-3-pyrrolid 
4-f[N a -(U2 f 3,4-tetrahydro-6-quinolinecarbonyl)-L-Ieucinyllamino|-]-[(2S)-4- 
1 5 methyl-2-t(p-toluenesulphonyl)amino]pentyl]-3-pyrroIidinone; 

4-[[[N a -(l t 2,3,4-tetrahydro-6-quinolinecarbony1)-L-leucinyl]amino]-l- 
[(2S)-4-methyl-2-[(acetyi)amino]pentyl]-3-pyrrolidinone; 

4-[[[N a -(4-fluorobenzoyl)-L-leucinyI]aminol-l-[(2S)-4-methyl-2- 

[(acetyl)amino]pentyl]-3-pyrrolidinone; 
20 4-[[NV4-fluorobenzoyl)-L-leuciny]]amino]-t-l(2S)-4-methyl-2-l(p- 
toluenesu!phonyl)amino]pentyl]-3-pyrrolidinone; 

4.[[N a -(4-fluorobenzoyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
[(methanesulphonyl)amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-fluorobenzoyl)-L-leucinyl]amino]- 1 -[(2S)-4-methy l-2-l(a- 

25 toluenesuIphonyl)amino]pentyll-3-pyrrolidinone; 

lK2-phenethyl)-4-[[N°-(4-fluorobenzoyl)-L-leucinyl]amino]-3-pyrrolidinonc; 

1K2-phenethyI)-4-[[NM2-quinolinylcarbonyl)-L-Ieucinyl]amino]-3-py^ 
l-(2-phenethyl)-4-[[N a -(2-naphthylcarbonyl)-L-leucinyl]amino]0-pyirolidinon 
l-(2-phenethyI)-4-[[N a -(a-toluenesuIphonyl)-L-leucinyl|aminol-3-pyrrolidinone; 
30 i-(2-phenethylM-[IN a -(2-nitro-aHolucnesulphonyl)-L-leucinyl]amino]-3- 
pyrrolidinone; 

4-[[N a -(2-phenylacetyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2-[[(4- 
pyridinylcarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[fN a -(2-phenylacetyl)-L-lcucinyI]amino)-l-[(2S)-4-methyl-2-[[(p- 
35 toluenesulphonyl)]amino]pentyl]-3-pyrrolidinone; 

4-t[N a -(2-phenylacetyl)-L-leucinyl]aminol-1-[(2S)-4-methyl-2-[[(4- 
imidazoIeacetyl)]amino]pentyl]-3-pyrrolidinone; 
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I-(3-nUrobenzyl)-4-l[N a -(4-pyridinylmethoxycarbonyl)-L-Ieucinyl]amino] 
pyrrolidinone; 

t-(2-nitrobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyI)-L-leucinyllamino|-3- 
pyrrolidinonc; 

5 l-(4-cyanoben2yl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyllamino]-3- 
pyrrolidinone; 

l-(4-bromobenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyI]amino]-3- 
pyrrolidinone; 

I-phcnethyl-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyI]amino]-3- 

10 pyrrolidinone; 

l-(3-aminobenzyI)-4-[[N a K4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 

pyrrolidinone; 

l-(3-benzyloxybenzyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyllamino]-3- 
pyrrolidinone; 

15 l-(3-hydroxybenzyl)-4-[[N a -(4-pyridinylmethoxycarbony])-L-leucinyllaminol-3- 

pyrrolidinone; 

l-ethyI-4-[[N a -(4-pyridiny]metto^ 

l-cyclopropylmethyl-4-[fN a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]amino]-3- 

pyrrolidinone; 
20 l-(2-N,N-dimethylaminoethyIM^ 
leucinylJarnino]-3-pyrrolidinone; 

l-(2-morpholinoethyl)-4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl)arninol-3- 

pyrrolidinone; 

l-(2-bromobenzyl)-4-[[N a -(2-pyridinylmethoxycarbonyl)-L-Ieucinyllamino]-3- 

25 pyrrolidinonone; 

4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinyl]aminol-l-[(2S)-4-methyl-2- 

[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-pyrdinylmethoxy)carbonyl)-L-leucinyl]amino]-l-[(2S)-4-meth 
[[(benzyloxycarbonyl)]aminomethyI]pentyll-3-pyrrolidinone; 
30 4-[[NM(2-pyridinylmethoxy)car^ 

[[(benzyloxycarbonyl)]amino]pentyll-3-pyrrolidinone; 

4-[[NM(3-pyridinylmethoxy)carbo^ 
[[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(benzyloxycarbonyl)-L-leucinyl]amino]-l-[(2S)-4-methyl-2- 
35 [[(benzyloxycarbonyl)]amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-pyridinylmethoxycarbonyl)-L-leucinyl]aminomethy] ]- 1 -[(2S)-4-methyI- 
2-[[(benzyloxycarbonyl)]amino]pentyl]-3-pyiTolidinone; 
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l-benzyl-4-[[[N°-(2-nitro^ 

l-benzyl-4-[[N a -(phenylsulphonyl)-L-leucinyl|aminolO-pyrrolidinone 

l-benzyl-4-l[N a -(a-toluenesulphonyl)-L-leucinyllamino]-3-pyrrolidinone; 

l-benzyl-4-[[N a -(2-naphthylsulphonyl)-L-lcucinyl]amino]0-pyrrolidinone 

5 i,benzyl-4-[[^-(2-naphthylcarbonyl)-L-leucinyl]aminol-3-piperidinone 
l-bcnzyl-4-[[NT I -(2-quinolmylcarbonyl)-L-leucinynamino]-3-pipendinone 
1-benzyl-4-[[N a -(2-naphthylsulphony!)-L-leucinyl]amino|-3-piperidinone; 
4-[[N a -(benzyloxycarbonyl)-L-leucinyl]aminomethyl1-1-[(2S)-4-methyI-2- 
[[(benzyioxycarbonyI))aminomethyl]pentanoyl1-3-pyrrolidinone; 

10 4-[(2S)-4-methyl-2-[(benzyloxycarbonyl)amino)pentyl|-l- 
[(2S)-4-methyl-2-[[(benzyloxycarbonyl)]amino]pentanoyl]- 

3-pyrrolidinone; 

4-[[N a -(4-fluorobenzoy l)-L-leucinyl]amino]- 1 - 
[2-[(a-toluenesulphonyl)amino]ethyll-3-pyrroIidinone; 
15 4-[[N a -(4-fluorobenzoyl)-L-leucinyIJaminol-l-benzoyl-3-pyrrolidinone; 

4-[[N a -(piperonylcarbonyl)-L-leucinyl]amino]-l-benzoyl-3-pyrroiidinone; 

4-[[N a -(4-fluorobenzoy l)-L-leuciny I )aminol- 1 - 
[2-{(4-fluorobenzoyl)amino]ethyI]-3-pyrroIidinone; 

4-[[N a -(/ert-butoxycarbonyl)-L-leucinyiJamino]-l-benzoylO-pyrroli 
20 4-[[N a -(4-fluorobcnzoy l)-L-leucinyllaminol- 1 -[(2S)-4- 

methyl-2-l(4-fluorobenzoyl)amino]pentyl]-3-pyrrolidinone; 

4-[[N a -(4-carboxybenzoyl)-L-leucinyl]amino]-l-[(2S)-4- 
mcthyl-2-l(4-fluorobenzoyl)amino]pentyl|-3-pyrroIidinone; 

l-benzyl-4-[[N a -(4-carboxybenzoyI)-L-leucinyl]amino]-3- 

25 pyrrolidinone; 

l-benzyl-4-[[N a ^4-carboxymethyl)benzoyl)-L-leucinyllamino]-3-pyrrolidi 

4-[[N a -[(4-carboxymethyl)benzoyll-L-leucinyl]amino]-l-f(2S)-4- 

methy]-2-[[(4-fluorobenzoyl)amino]pentyll-3-pyrrolidinone; 

l-phenethyl-4-[[N a -(2-amino-a-toluenesulphonyl)-L-leucinyl]aminol-3- 

30 pyrrolidinone; 

4-[[N a -(2-naphthy]carbonyl)-L-leucinyilamino]-l-benzoyl-3-piperidinone; 

4-[[N a -(2-quinolinecarbonyl)-L-leucinyl]amino]-l-benzoyI-3-piperidinone; 
4-[[N a -(3-iscKiuinolinecarbon^ 

4-f[(2S)-4-methyl-2-(bcnzyl)oxy]pentanoyl]-l-[(2S)-4-methyl-2- 

35 [f(benzyloxycarbonyl)]amino]pentanoyl]- 3-piperidinone; 

4-[[3-(2-pyridyl)phenylacetyl)]amino]-l-[3-(2-pyridyl)phenylacetyl)]-3- 

piperidinone; 
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4-[[N a -(p-trifluoromethanephenylsuIphonyl)-L-leucinyllamino]-l-[3-(2-pyrid 
3-piperidinone; 

4-[[^-(2-naphthylsulphony1)-L-lcucinyl]amino]-1-f3-(2-pyridy!)phenyIacetyl)J-3- 
piperidinone; 

5 4-[[N a -(3,4-dichlorophenylsulphonyI)- 

L-lcucinyI]amino]-l-[3-(2-pyridyI)phenylacetyl)]-3-piperidinonc; 

4-^N a -(methanesulphonyI)-L-leucinyl]aminol-l-[3-(2-pyridy])phenylacetyl)]-3-piperidin 

or 

4-[[N a -(4-fluorophenylsulphonyl)-L-leucinyl|aminoj-l-[3-(2-pyridyl)phenylacetyl)J-3- 
10 piperidinone; 

or a phamaceutically acceptable salt thereof. 



= u/ 15 



rr naceutica l composition comprising a compound according to any 
one of claims 1 to 17 and a pharmaceutical ly ace 

19. A method of inhibiting a cysteine protease which comprises administering 
a compound according to claim 1 . 



20. A method according to claim 19 wherein the cysteine protease is cathepsin 

20 K. 

21 . A method of inhibiting bone loss which comprises administering a 
compound according to claim 1 . 

25 22. A method of treating osteoporosis which comprises administering a 

compound according to claim 1. 

23. A method of treating gingival or peridontal disease which comprises 
administering a compound according to claim 1 . 

30 

24. A method of treating a disease characterized by excessive cartilage or 
matrix degradation which comprises administering a compound according to claim 1. 

25. A method according to claim 24 wherein said disease is osteoarthritis or 
35 rheumatoid arthritis. 
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26. A compound according to any one of claims 1 to 17 for use asj 
medicament. 

27. The use of a compound of the formula (1) as defined life la im 1 in the 
5 manufacture of a medicament for the treatment of diseases in whigX inhibition of a cysteine 

protease is a factor. 

28. The use of a compound according to clai^n 27 wherein the cysteine 
protease is cathepsin K. 



10 



30 



29. The use of a compoun^^the^fmula (I) as defined in claim 1 in the 
manufacture of a medicament for the inhibition of bone loss. 



30. The use of a compound of the formula (I) as defined in claim I in the 
1 5 manufacture of a medicament for d*e treatment of osteoporosis. 

3 1 . The use of ^compound of the formula (I) as defined in claim I in the 
manufacture of a medicanpfent for the treatment of gingival or peridontal disease. 

20 32. Th/use of a compound of the formula (1) as defined in claim 1 in the 

manufacture of Vmedicament for the treatment of diseases characterized by excessive 
cartilage or matrix degradation. 

The use of a compound according to claim 32 wherein the disease 
25 characterized by excessive cartilage or matrix degradation is osteoarthritis or rheumatoid 
thritis. 

34. A process for preparing a compound of the formula (1) as defined in claim 
1, which process comprises: 



(A) for compounds in which A is CH(OH): 

(i) reacting a compound of the formula (III): 
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R \ ^ R" 
N 



I 

H (HO 

or a salt thereof, 

wherein R 1 , R", R'" and n are as defined in formula (I) of claim 1, with any reactive 
functional groups protected, with: 

5 (a) R5C(0)C1, in which R^is as defined in formula (I) of claim 

1; or 

(b) R 5 C(0)OH, in which R 5 is as defined in formula (I) of 
claim I, in the presence of EDC and HOBT; or 

(c) R 5 C(0)H, in which R 5 is as defined in formula (I) of claim 
10 1, followed by reduction; or 

(d) R 5 OC(0)CI. in which R 5 is as defined in formula (I) of 
claim 1, in the presence of base; or 

(e) R 5 S0 2 C1, in which R 5 is as defined in formula (I) of claim 
I , in the presence of base; or 

6 ° 

' 3 

15 (0 R wherein R 3 , R6 and R 7 are as 

defined in formula (I) of claim 1 ; or 

(g) adamantyi-C(0)Cl; 
(ii) reacting a compound of the formual (IV): 

20 




(IV) 

wherein R 2 , R* M and n are as defined in formula (I) of claim 1, with any reactive 
functional groups protected, with: 
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R 4 ' 



R' 




OH 



(a) 



in which R 3 , R 4 and R' are as defined 



in formula (I) of claim 1, in the presence of EDC and HOBT; or 

R # 

OH 




Ar 

(b) ^ , in which R* is as defined in formula (I) 

5 of claim 1 1 in the presence of EDC and HOBT; or 




OH 



(c) ^ , in which Y is as defined 

in formula (I) of claim I, in the presence of EDC and HOBT; or 



so 2 — CI 



10 



(d) 





(iii) reacting a compound of the formuai (V): 




OH 



(V) 
15 

wherein R' M and n are as defined in formula (I) of claim 1 , with any reactive 
functional groups protected, and R a is Chalky I, C3_6cycIoalkyl-Co-6 a!k y 1 ' Ar-Co-6 alkvl . 
or Het-Co-6 a lkyl with: 

O 

_ 3 

(a) R , in which R 3 , R 4 and R' are as defined 

20 in formula (I) of claim I, in the presence of EDC and HOBT; or 
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R* 




OH 



Ar 



(b) u , in which R* is as defined in formula (I) 

of claim 1, in the presence of EDC and HOBT; or 




OH 



( c ) w , in which Y is as defined 

in formula (I) of claim 1, in the presence of EDC and HOBT; or 



(d) 





so 2 — CI 



(B) for compounds in which A is C(O): 



(i) reacting a compound of the formual (VI): 



ST 



OH 



(VI) 



wherein R 1 , R 2 , R", R'" and n are as defined in formula (I) of claim 1 , with any 
reactive functional groups protected, with an oxidizing agent; 



and thereafter removing any protecting groups and optionally forming a pharmaceutical^ 
acceptable salt. 
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